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TheVise of compounds of the formula I 




IH 



CH 2 



-CO - R 



(CO - 



CH - NH) n 
R 3 



- so 2 



- R2 



ffi 



S 10 



which are presentVas racemates and also as D- or 
L-conf igured compounds and in which 



(a) is OH or 
or substit 
Ci-Cs-alkyl, 

(b) represents 



* 4 , where R 4 is unsubstituted 
^ted, branched or unbranched 
3 -C 8 -cycloalkyl or aralkyl, 



>up 



of the formula -N 



15 



20 



25 



in which R 5 and \R° 
where in particular^ 



are any radicals, 



(i) 
(ii) 



R 5 and R are H/ 



R 5 is H and 
substituted, brari 
Ci-Ca-alkyl, 
cycloalkyl, 



s unsubstituted or 
:hed or unbranched 
aralkyl or C 5 -C 8 - 



(iii) R 5 and R s 



(iv) 



(v) 



are \in each case 
independently .' unsiibstituted or 
substituted, branched\or unbranched 
Ci-C 4 -alkyl or 

R 5 is H and R 6 is -Ntffe or is, in 
particular, an aryl-sub>tituted or 
heteroaryl-substituted amino group, 
is h or unsubstituted or 



- 30 - 

substituted, branched or unbranched 
Ci-C 4 -alkyl or R 6 is an amino acid 
residue, a peptide residue or a 
polypeptide residue, 

(c) Represents a group of the formula 
COR 7 

- (CH 2 )m 



- N 



CH- 



CH, 



in which m is\the number 1 or 2 and in which 
one or more &f the methylene groups are 
unsubstituted ■ oA substituted, with the group 
(c) being racemiAor in D or L configuration, 



and R 7 has the meaning of 
(a) , (b) and (f ) , 



in subsections 



(d) represents a grouw of the formula 



- N 



(CH 2 )_ - CH\- COR 7 



(CH 2 ) r - CH : 



in which p = r = 1, P\= N 
= 2 and r = 1 and in 
of the methylene 



r = 2 or p 
le or more 
are 



unsubstituted or substituted \and R has 
the meaning of R 1 in" subsection^ (a) , (b) 
and (f ) , 



(e) represents a piper idyl group which is 
unsubstituted or substituted in o\ie of 
positions 2, 3 or 4, 

where a further aromatic \ or 



# 
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cy^loaliphatic ring is optionally fused 
to \the heterocycloaliphatic rings of the 
formulae (c) , (d) and (e) in the 2,3 
posimon or the 3,4 position relative to 
the hateroatom, 

(f) represents a group of the formula 



" 10 



15 



- N 



y 



in which R \Ls 

(i) unsubstltuted or substituted Ci-C 6 - 
alkyl or\aryl, 

(ii) saturated\ or unsaturated, 
unbranched\ or branched Ci-C 6 -alkoxy 
or 

(iii) unsubstituteVi or substituted 
phenoxy or b^nzyloxycarbonyl , 



20 



25 



(g) represents an acyl radical of the 
formula -COX, where K is 

(i) H, unsubs tituted or substituted, 
unbranched or branched alkyl 

(ii) unsubstituted or\ substituted aryl 
or heteroaryl, or 

( iii ) unsubstituted-^ Qr substituted 
cycloalkyl , 



30 



(h) represents aralkyl in\v)^5teft\^the aromatic 
radical is unsubs tituted^oV "^s^ibst ituted, 



35 



(i) represents a carboxamide radical of the 
formula -CONR' R" , a thiocarboxamide 
radical, -CSNR' R" or an\ acetamide 
radical -CH2-CONR' R" where 
(i) R' and R 11 are H, 



• # 



10 



15 



(j) 
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v (ii) R 1 and R" are in each case 

independently Ci-C 4 -alkyl, 
<ii\L)R' is H and R" is Ci-C 4 -alkyl, 
(ivjXR 1 is H and R " is aryl, or 
(v) \* and R ,? constitute together with 
tne nitrogen atom a 

het^ferocycloaliphatic ring having 5- 
7 rhng members and possibly having 
a further heteroatom, 

represents S0 2 -Y where Y is 

(i) unsubsti\uted or substituted Ci-C 8 - 
alkyl, 

(ii) unsubstitu\ed or substituted aryl 
or -heteroaWl or O-aryl or O- 
heteroaryl oj 

( iii ) -NR' R" , where\R' and R" are in each 
case independently H or Ci-C 3 -alkyl, 



hi 



20 



(k) 



represents a\ cycloaliphatic 

unsubstituted or \ substituted ring 
having from 5 to 8 \carbon atoms, 



25 



(1) represents an unsubstituted or 

substituted heteroaryl oA heterocyclo- 
aliphatic radical/ 



30 



35 



(m) 



represents a f unctionali^ed alkyl 
radical of the formula -(CH 2 )V-X, where 
the alkyl chain is imboraVched or 
branched, n = 1 to 8, and the x 
radical X 

(i) represents a hydroxyl o^Ws<^hose 
hydrogen atom is unsubstitut^ed or 
substituted by Ci-C 4 -a^kyl-/ 
aralkyl-, e.g. benzyl or phenyl- 
ethyl, aryl, Ci-C 4 -hydroxyalkyl\ or 
acyl group CO-alkyl (Ci-C 6 ) , 

(ii) is a halogen atom 



xnctional 
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( iii ) represent s a tertiary amino group 
of the formula -N(alk)2, where the 
alkyl groups have 1 to 3 carbon 
atoms and the nitrogen atom may 
belong to a heterocycloalipha tic 
ring having 5-7 ring members and 
)ossibly having a further 

h\teroatom, S, 



R represents 
phenyl , 



is H or bran 
and n is 0 or 1^ 



unsubstituted 




or 



substituted 



unbranched C1-C4- alkyl , 



or of salts of said compounds for preparing an 
agent for the diagnosis, theratoy and prevention of 
urokinase-associated or urokinase receptor- 
associated disorders . 



'he use as claimed in claim 1, 
characterized in that 

a group of the formulae (b) , (d) and (f ) , 
represents 2,4,6 triisopropylphenyl , and n = 0. 



The use a\ claimed in claim 1 — 2% 
characterized in that 

the compound \f the formula I is Not- ( 2 , 4 , 6-triiso- 
propylphenylsulJkonyl) -3-amidino- (D, L) -phenyl- 
alanine 4-ethoxycarbonylpiperazide, is the L 
enantiomer or a phasrmaceut ically suitable salt of 
one of the compounds . 

The use as claimed in any * 
characterized in that 

the compounds are presents in the form of 
physiologically acceptable N^cid salts, in 
particular as hydrochlorides . 



ol - aim e — i — fe-e — 3-, 




Ar 
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5. ''She use as claimed in any — &&—e±errms — 1 Lu 4" for 
controlling tumors . 



A 



"TTi 2^" 



25 



6. 



A 1 




10 




12. 

35 
A 13. 



The use\s claimed in claim 5 for controlling 
breast car^nomas, pancreatic carcinomas and the 
formation -efer^astases. 

The use as cl^imed\in afty — e-£— ciaims — 1 — feG — 4- for 
controlling pemphigusv^lgaris . ^ 

TlVe use as claimed in any of cl c 
characterized in that 

the \ompounds of the formula I are used coupled 
with farther pharmacologically active substances. 

The use as\claimed in claim 8, 
characterized in that 

the compounds \re used coupled with radiolabels or 
with cytotoxic substances. 



The use of compounds of the formula II 




X-R^ 



radical and 



where 

X represents a 

R 2 represents unsSbstituted or substituted phenyl, 
or of salts of said compounds for preparing an 
agent for targeting lymphocytes . 



The use 
that R 



claimed in claim 10, characterized in 
1,4,6 trisubstituted phenyl, in 




particular 2, 4 , 6 ts^iisopropyl 



The use as claimed m 

and treating disorders of the lymphatic 



claim 10 gh? H~ for 



diagnosing 
tissue . 



The use as claimed in aii^af-^^ for 



controlling 
metastases . 



lymphomas 



formation 



or 



♦ 



# 
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*Tfte use as claimed in any of claim * 1 La 13 for 
preparing medicaments which are administrate 
orallyN^opically, rectally or parenterally . 

The use as=S3^ed_in uny of el ^ iau 1 to 11 'in the 
form of Qfc|eW^ coated ^tablets, capsules, 
pellets, suppositories, solutions or transdermal 
systems such as plaster-s. 




for inhibiting urokinase in living 
in particular in humans, by 



A meth 
creatures , 

administering^! effective quantity of at^ /leas 



one urokinase 
j^Xaiffis— i — to — 4 . 



as claimed in 



A 



A method for targeting the lymphatic tissue xn 
living creatures, Vn particular in humans, by 
administering an effective quantity of at least 
one compound as claimed in claim 10 -or 11. 



Na ( 2 , 4 , &^riisopropylphenylsulf onyl ) -3 -amidino- 
(D, L) -phea^^lanine 4-ethoxycarbonylpiperazide, 
the L enm3§&^> thereof or a pharmaceutical^ 
suitable saltof\e of the compounds. 



